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Abstract of JP 2069478 (A) 
NEW MATERIALThe compound of formula I (R<1> 
is lower alkyl or alkenyl; R<2>-R<4> are H or lower 
alkyl). EXAM PLE: 1 -Ethyl-6-fluoro-7-(5- 
isopropylidene-2,4-dioxo-1 ,3-oxazolidin- 3-yl)-1 ,4- 
dihydro-4-oxoquinoline-3-carboxylic acid ethyl ester. 
USE:A drug having antibacterial activity against 
Gram-negative bacteria. PREPARATIONS 
compound of formula I wherein R<2> is R<2>' can 
be produced by condensing a 7- 
aminoquinolinecarboxylic acid derivative of formula 
II (R<2>' is lower alkyl) with an O-chlorocarbonyl- 
alkenylglycolic acid ester of formula III (R<5> is 
R<2>') in the presence of a base in an organic 
solvent and heating or refluxing the resultant 
compound of formula IV in an organic solvent in the 
presence of a base. The obtained compound can be 
converted to another compound of formula I wherein 
R<2> Is H by selective hydrolysis with 
iodomethylsilane. 
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and 2.04(each s, total 3H), 1 . 43 ( t, 3H, J=7. lllz) , 1.14 and l.llteach t, 
total 3H, J=7.6Hz) 


3350, 3060, 1825, 1755, 
1685, 1615 


6 


14.22(s,lll), 8.82(s,lll), 8.40(d,lH,J.r>9.0Hz), 7. 52(d, 1H, J„r-5. 5Hz) , 
5.08(d,2H,J-1.8llz), 2.79 and 2.48(each q, total 211, J-7. 6llz) . 2.62 
(t,lH,J-1.8Hz), 2.32 and. 2. 10 (each s, total 3H) , 1.20 and 1.19(each t, 
total 3ll.J-7.6Hz) 


3470, 2110, 1825, 1755, 
1685, 1620 
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f 

II, N 



X^ 



111 

Ac 



NO, 



«7K»Sf (130 ml) Kik'ftTT 2-7**"' 
5 - i I- D7-'J X (2S.0s> 0. 160«ol> SJjUA. 
fct, SST 2 l-flBlBSI? Ufc. ElSteTft* iiicE 
TCiSffiU. «f MSM L + #x-t-^t&# 

rs) yoKfetfifl (30.3 gs $$96%) 

• II-MHR CCOC I j> THS, S ppm) : 9. 03(dd, IB. Jnr-6.3 

Hz), 8. 07 — 7 . 82 <« . II!) . 7. 23 (dd, IB, J«r-I0. 5llz) . 

2.19(s,3H). 



"If 
Ac 



M 

Ac 



XO^NII, 



N - 7 * * * - 2 - 7 * * a - 5 - a h o 7 a 
IJ y (0.01 g , 30 . Ono 1 ) CO X ^ y -^»8jffi(120«4) 

CBUta& (0.3s) £»B*., «ffl?i5ET«&"RA<± 



?§Ffl¥ 2-69478 (8) 

aftitinu iSTKisiu ww**«wu 
utHflo 3 - 7 * **7 s y - 4 - 7** ° y 

;i| y CD SS Cj SUJi « H u (4.72b . «K$92%) fcfflfc. 
'll-NMR CCDC1 j. THS, ff ppa) : 7 . 67 (dd, 111) , 7.31 
(br.s.lll), 6.82 (dd, 111, J„r=l2.3IU) , 6.16-6.41 
<m. til) . 3.56(br.S,2ll) , 2.14(s,3ll) . 



B100C 



Y 



COOEt 
0E I 



Ac 



EtOOC COOEt 



II B 
Ac 



3-7t?-ll'7W-i-7*i-Dri l )V 
(3.09s, 18. 4nmol) C x y * •> / * V V i a y 
(4.40 g, 20.3i»i>ol) 4jJni% 120 "C 
■CI. 5 IfliilMLfc. RlEteT&iSETCifcKJS 
cox h + j/^f-i/yvaygli/'x^/uiSiUv 



j 4 ilS IK L, fc . * ^ T , i-**-^**:/ 

*>&W»fifflUT*EiBiON- ( (3' -7***7 5 
J ) - r - 7 * * a ) 7 x a * ] 75^>t^ 
•7 a yffli?x*/HB&&*§ja (6,011. 4X$90%) 
'II-NMMCDCI a, THS, d ppm) : 8.52and8.38 
(each s, total III), 8. 26 (dd , 1 II, J»r»6.0ll«) , 
7.64(br.»,ll), 7. 15(dd, 111, J«, .11.1110. 6.80 
(m.lll), 4.29 and 4.37(each q, total 4II.J-7.0 
Hz), 2,26 (3,311), 1. 34 and 1.39(each t, total 
6H, J-7. Ollz) . 
4 



EtOOC 



"1 
Ac 



ray 



COOEt 



Oil 



II If N" 
Ac 



COOEt 



N - ( (3'-74 5-*7U) -4" - 7** n ) 
7x-=-*l 7 5 J J * Is V t a vfki/ X *;K6.01 
g, 17.9m«ol) O 7 x i*l-f *?S«$ (30u£) 

4 250 tTi.5 itratosiftby;. KiSWTttjear 

Ujittiat, tff IB ft * ill W 1/ 8 . ? a o * ;i> A 
t+»i»LT. 6-7**0-7-7***7 



S j - 4 - b K d + i/ * J <) V - 3 - * *HC y|8 
x*/KDjSI6tStf& (2.98g', #'$57%) 4®fc. 
' ll-HHR (DHS0- d i , THS, ff ppm) : 10. ISCbr.s, 111) , 
8. 67 (d. Ill, Jhf-7 . 2IIz> , 8.55(s,lll), 7.91(d,lll, 
J»f.l2.6IU), 4.28(q,2H,J-7.1B*). 2.22(3,310, 
I.31(t,3ll,J = 7.1llz). 

IR (KBr, van- 1 ) -.3460, 3020, 1710, 1690. 

a. p. > 300 'C . 

**M5 



on 



XxJ + Eti 



Ac 



^XO 

Ac It 



6-7**o-7-7***7$y-4 - b K 
a * i/ * ; i) y - 3 - * *>K yffix *;u (1.46 g , 
5.0mr»ol) C9DHP ?S1 (60rf) a?flSX*;U 
(0.87 g . 5.5i»mol) £»*RBS* V 0 i (0.77 g 
5.8ffl«ol)4JjU;U SfflTMBISIBIKWLfc. KJS** 

fc ffl & ?IH 4J£ © * •> V * V * * 7 A 9 o -7 1-^-7 
^ - (iSttitSK : ? o P*JI/A/fi|H-*= 1 
726- 



T. $€q n u ffl I - x ;u - 6 - 7**n-7-7-* 

y - 3 - * /u* yfiSx ■f-^OJBfeSffi (l.Hi, 
«¥71%) *®fc. ' ir-HMR fCDCl 3 . THS, S ppn) : 
8.83(d. Ill, J« r >7.2Hz) . 8.51 (s. 1H) . 8,23(d,HI, 
J„-ll.7Hz), 7.91 Cbr.s, iH) . 4 . 42 (q , 2H . J«=7 . 0 
Hz), 4.28(q,2ll,J = 7.1Hz), 2.33Cs.3H) , 1.56U. 
3H.J-7.0llz), 1 . 40 < t. 3H. J>7. lllz) . 
IRtKBr, i»c«-') : 3440,3050,1705,1680,1615. 
n.P. 197~ 199 "C. 

Oil 

F-^-^A./C00Et 



Oil 

I 



Ac 



Ac L._ 



6-7^d : n-7-7-fe? i >l'75>'-4-t f 

n * •> * j v y - 3 - *ii/.+:ySSif-* (2.98 g . 

10.0mn.ol) fflDHP igjffi (120 at) gftroA' 
(1.35 g , 11. 0i.no I) , 3 i) *3 -U 



fflH ¥2-69478 (9) 

(1.33 g , 1 1 . Omrao 1 ) N * <k jS| 7k M K A 'J ■> A 
(1.53g, Il.Omnot ) * »P a. „ g i& T 4 8 1$ 18182$ 
L-fc. ££4*7?&«f iSETCigsa 

ttz. m«.ti.fcfsa(i)ittti« •>.>; * ¥ foil 7 

p rVv 7 -f - (ii*vSME : ^ n a */uA/gp 
B5x*;u = l / i ) c J; to fS Si L , 

. :ffliil)U:* dCl-?«'-'-t»J'il's 
PilSSLTSfiffl 1 - 7' n /»•;■/ 6-7** 
a - 7 - 74f*7U - 1 , 4- b. K p - 4 - * 
+V+/VV-3-A yfgx fit gjfcSii 
(2.15g. M65%) 'H-NHR(CDCI ,,THS, 

ffppm) : B.94Cd, 1H, J=5.4Hz) , 8.67(s,lH). 8.27 
(d, 1H.Jh,»11.7Hz) , 7.76(br.s,lll), 4.95(d,2ll, 
J-2.3IU). 4.43(q,2H, J-7.1Hz), 2.67 (I, 1H, J-2. 3 
Hz), 2.35(1.311), 1.43U.3H, J-7. 1Hz) . 
f B (KBr, vat-') : 3440, 3050. 2100, 1725, 

1680, 1615. 
n.p. 180~183 t. 

7 



'xcV 



COOEt 



P 

II zlt 



t 



COOEt 



1 -if-;u-6-7;u*n-7-7-t'f-/i'7S 
/-M.;;tFn--|-^ + 'My ^-3-* 
*.-KxSif* (0.66 g, 2.0mmoi)fflx^ J ~JU 
fS'ifi (25M) CiStggi (0.5 /»£) £i0*., 3S#|iil 
JjnMffiLfc, KIE**7$ 5 %KS*S+ r 'J <5 
A7KSrg*J)aS.i' a n*;i/ATj|&ttiL;fc. tfc^"C, 
W OS I * & 7k Wt ®f t ^ * * ■> A T ® & $ JI T c 

;i/A-x?y -*fr £H*SiFdLT. itiFnO 1 -x 
fj|/-6-7«'*B-1-7U-l,(-J't h'n 
- 4 - * * y * y 'J y - 3 - A ;t<;K yfijfx *;kz> 
JS&t&ffl (0.46 g, «¥82%) £$fc. 
' ll-NHR (CDCI 1-CD3OD. TMS. S ppn) i 8. 56 (s . 1 II) , 
7.07(d, 111, J„ r = 11.7llz), 7.07(d, lH.Jnr-6.3llz). 
4.44(q.2H,J-7.1Hz), 4. 36 (q, 211, J = 7.2Hz) , 1.54 
(1, 3H. J- 7.1Hz), 1.40(t,3II.J = 7.2Hz). 



IRtKBr. va,-') .-3490, 3320, 3020, 1720. 
1640. 

».P. 280~282 "C 
##18 



E-^^/'-N^COOEt 



F^^x^'x/COOEt 



Ac L. 
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#%W 8 £IsJf!£ffl|Stt= C J; 0,1- 7 -o/s-;i/4-' 
;u- 6 - 7 /I/* Q - 7 - 7 -fe f *7 5 / -1,4- 

t k d - 4 - * * 7 * y y y-3-**#ygi 
(0.65g, 2.0«wol);b>£, I - rn/a**- 
6-7**n-7-7U-l,4-!;tKn-4- 
**7*y ij y - 3 - ^®SS6*S 
n B u (0.53g, «i?93%) ' H-NHR<CDC! a - 

CDiOD.TNS, f ppn) : 8.68(3, 1H), 7. 94 (d. 1H, J„r 
°11.6Hz) . 7.00(d,lH,J„ r .4.6Hz). 5. 02 (d. 211. J 
-2. lllz), 4.39(q.2H,J=7.0Hz), 3.37(br.s, 2ff) , 
2. 84 (d. Ill, J. 2.1 Hz) , 1.40(t,3H, J-7.0Hz). 
I R (KB r ■ v ca-«) : 3500, 3330, 3110, 2120, 
1715, 1640. 



55 1ST 2-69478 (10) 



m.p, > 300 *C „ 



H 



Oil 

COOHe 



H 



o 
II 

OCCl 
COOHe 



2-h Ka+Cz-S-^^-^-S-yf-yiSJ 1 
* )U (1.76 g , l?.0«iinol) Hon tiSES M J" 
o > f- ;n 7, f ^ (1.5 rt, 12. Ommo 0 t <D \- n> 
X y»« (50w£) GJKifrTC I- 'J 5 y 

(2»K 15.0ho1) *Jn*.fcft. SfiT 4 B$B1IH 
ft L fc . 5 IS ** 7 % Jk * DP x. x - r * t Ml US L , 

METKfflUSLT. liffa» n ,«)2 - JJHfc * ^ * 

a + f- 3- >* , 'i'-37'*yS(>f , fl'<Ol* 

fejlllttft (1.90 g- 77%) £f#fc. 'H-NMIHCDCI,, 

THS, ff ppn) i 5.39(s, 1H) , 5.24(s,lH), 5.20(s, 

111), 3.40(s,3H), 1.80(s,3ll) 

lineal, v cm" ) : 2990. 2970, 1782. 1755. 

#^W10 



Oil 



COjlto 



o 

II. 

0CC1 
COjHe 



ft* 01 2 tra««D»ttC*<l s 2 - fc K a * •> 
-3-^f-;u--«yf-yS>*-*'(1.30gs 9.0 
»ol) ti'DniESHJi'n^fn^^ 
(1.0 ris B.Onmol) t «fc !K 2 -iHfc* 
* + •> - 3 - > ?• ;i> - 3 --(yf yBAfMBfi 

Csfltlttft (1.50 gs HZ$80%) 1 II - NHR 

(CDCU.TMS. ffppn) : 5.77 (i». 1H), 5. 40 (s , 111) , 
3.4I(i. 3D), 1.66(il,3ll), l.64(d.3ll). 
IR(neat, v en"' ) : 2990, 2970, 1780, 1755. 
StUttftttKffl 1 

utBAowttt. H*ft**»**®Hic mm 
mzWT. 5S5e¥<Rf&««fec <t -5 tits fc. 

t«*3Ss 37-Cs l3H$r a 1ISSLfcM£mfflffiiS 
UStlO'CRU/jiiC « 4 * -5 CffifR l/% 5!?d7'5 
y*-MIT-P (te^Mttffi) *(£ffl LT, 111 5 



rf*ain*#aE3Eis«Kt6aus 3tc. i8«$rjhs 
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?5BH¥2-69478 (11) 





• w do* ujx/»j 






( at /it ) 




;il ar/v rsj. L 

« mm 3 




tt&«^2 




OPLX 


mams.®® 


Streptococcus pyogenes Cook 


+ 


§6,25 


£6.25 


§6.25 


1.56 


& m a 


Pseudomones aeruginosa 1 P 0 3 4 4 5 




§6.25 


§6.25 


§6.25 


§6.25 


$ °& a 


P. aeruginosa NCTC 10490 




§6.25 


§6.25 


§6.25 


1.56 


g li B 


P. aeruginosa PA0-1 




§ 6. 25 


§6.25 


§6.25 


1.56 


*3 IB S 


P. aeruginosa AK 109 




§6.25 


§6.25 


§6.25 


3.13 


2c M ® 


Proteus vulgaris IIX-19 




§6.25 


§12.5 


3.13 


0.025 



OFLX: 9-7;u*n-10- ( 4 - t * lb ~ 1 - f 5 >J - n>) - 7 - * * V - 
2.3- S> t K B -7H- f U K t 1.2. 3 -de) (1.4) « y 7 * * * V - 



6 - * ;U jR y Si 
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